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AB Title compds . I [Rl = Me, Et, iso-Bu, benzyl, CH2-C6F5; R2 = aspartic acid 
residue] , including isomers contg. interchanged f unctionalized 
substituents in rings A and B, are prepd. Thus, protoporphyrin di-Me 
ester in CHC13 was irradiated according to R. K. Dinello's procedure 
(1978) to give l-hydroxy-2 (formylmethylidene) protoporphyrin di-Me ester, 
which was hydrolyzed in pyridine -methanol to give 42.7% dark green 
crystals of l-hydroxy-2 - (formylmethylidene) protoporphyrin. The 
dicyclohexylamine salt of this in CHC13 was treated with di-Me aspartate 
hydrochloride in the presence of water-sol. carbodiimide for 5 h to give 
17.3% photoprotoporphinyl-6, 7 -bisaspartic acid tetra-Me ester. This in 
pyridine was treated with 0 -me thylhydroxyl amine hydrochloride followed by 
hydrolysis to give 13.9% the title compd, I [Rl = Me, R2 = 
(S) -NHCH(C00H)CH2C00H] (II). II at 0.1 .mu.M sensitized the photooxidn. 
of dansylmethionine (10 .mu.M in CHC13) in 4 min vs. <10 min for photofrin 
II . 
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IT 189619-78-1DP, isomeric mixt . 189619 -79 -2DP , isomeric 
mixt. 189619-80-5DP, isomeric mixt. 189619 -81-6DP, 
isomeric mixt. 189619-82-7DP, isomeric mixt. 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(prepn. of porphyrins as sensitizers in cancer photophysicochem. 
therapy) 
RN 189619-78-1 CAPLUS 

CN L-Aspartic acid, N, N 1 - [ [12 -ethenyl -7 , 8-dihydro-8 -hydroxy-7 - 

[ (methoxyimino) ethylidene] -3 , 8, 13, 17 - tetramethyl -21H, 23H-porphine-2 , 18- 
diyl] bis < 1 -oxo-3 , 1-propanediyl ) ]bis- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry unknown. 



RN 189619-79-2 CAPLUS 

CN L-Aspartic acid, N, N *-[ [12 -ethenyl -7 -[ (ethoxyimino) ethylidene] -7 , 8 -dihydro- 
8 -hydroxy- 3 , 8 , 13 , 17 -tetramethyl- 2 1H, 2 3H-porphine-2 , 18-diyl] bis (1 -oxo-3 , 1- 
propanediyl) ]bis- (9CI) (CA INDEX NAME) 


Absolute stereochemistry. 
Double bond geometry unknown. 



RN 189619-80-5 CAPLUS 

CN L-Aspartic acid, N,N' - [ [12 -ethenyl -7 , 8 -di hydro- 8 -hydroxy- 3 , 8, 13 , 17- 

tetramethyl-7- [ [ (2 -methylpropoxy) imino] ethylidene] -2 1H, 23H-porphine-2 , 18- 
diyl]bis (l-oxo-3, 1-propanediyl) ]bis- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry unknown. 



RN 189619-81-6 CAPLUS 

CN L-Aspartic acid, N, N * - [ [12 -ethenyl -7 , 8 -dihydro- 8 -hydroxy-3 , 8 , 13 , 17 - 

tetramethyl-7- [ [ (phenylmethoxy) imino] ethylidene] -21H, 23H-porphine-2 , 18- 
diyl] bis (l-oxo-3, 1-propanediyl) ] bis- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry unknown. 



RN 18 9619-82-7 CAPLUS 

CN L-Aspartic acid, N, N 1 - [ [12 -ethenyl -7 , 8 -di hydro- 8 -hydroxy -3 , 8 , 13 , 17 - 

tetramethyl-7- [ [ [ (pentaf luorophenyl) methoxy] imino] ethylidene] -21H,2 3H- 
porphine-2, 18-diyl]bis (l-oxo-3, 1-propanediyl) ]bis- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry unknown. 
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3 . 0 . 0 0 11%fc LI^IW^7 W«t ( 3 
5 0-9 0 0nm) £ff->fc* ifc £7/1-7^ 

t IX, NOMe-P-diAsp (1) COS^HSHKIR 

[0038] 
[^33 



(t & 9 





0.9 %7 

(1) 

NOMe-P- 

d i A s p 

665 

6 67 

670 

(2) 

N 0 E t — P — 

d i A s p 

6 6 5 

6 67 

670 

(3) 

N 0 i soBu 

- P - 

6 6 5 

667 

670 


d i A s p 





(4) 

NOCH.C« 

H s — P — 

6 6 6 

66 7 

6 70 


d i A s p 





(5) 

NOCH.C. 

F ■ — P — 

6 6 6 

666 

6 70 


d i A s p 






[0039] mmm 1 1 

?fr^«£tf £ X 0 K B r ««J£CT»gfr^h 
©ax^h;PiiiJ^UCo ^ftfS^LT. NOE 
t-P-diAsp (2) GO^M&JKX^ WU£H|4 

[0040] 

xmthx^mx-hh. 

[|l]NOisoBu-P-diAsp (3)f h7 

[H2] NOMe-P-d i Asp ( 1 ) £«»IDU 
[H3] NOMe-P-d i Asp ( 1 ) <03t$WK* 


[H4]NOM-P-diAsp (2) CD^MUJU 

1 x/uyj y >i£$ h wfflift ( 7^7* 5 v 
m.0%) 

2 >r U yffiR t T>V7* 5 y^$£Oig$ ( TArf 

$>imo. 0011%) 

5>MO. 0 0 33%) 

4 ii^)VV a y yjgJS 1 7)V7 5 >«S*0ii?a ( TiVf 
5>tME0. 0 1%) 

$>mmo. 03%) 

6 ^7 -f y t r/i-r s y^oii^ ( t/pt* 
sy^o. 09%) 

5«0. 9%) 

8 ^)ymmt*?J-)V0>m.m. 



(9) ftHFF9-1 24652 


(51) Int. CI. 6 JtA10I## FI ttffi^l 

// A6 1N 5/06 A6 1N 5/06 E 


